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Clean Set of Claims 

1. A ferine protease inhibitor compound of formula (I) 

\ V 

wherein: \ 

R2 is a 5 on 6 membered aromatic carbon ring optionally- 
interrupted by a nitrogen, oxygen or sulphur ring atom, 
optionally being substituted in the 3 and/or 4 position (in 
relation to the poinl\of attachment of X-X) by halo, nitro, 
thiol, haloalkoxy, hydWzido, alkylhydrazido, amino, cyano, 
haloalkyl, alkylthio, a^kenyl , alkynyl, acylamino, tri or 
dif luoromethoxy , carboxy Aacyloxy , MeS0 2 - or , or the 
substituents at the 3 and ^positions taken together form a 
,fused ring which is a 5 or 6Vnembered carbocyclic or 
heterocyclic ring optionally substituted by halo, haloalkoxy, 
haloalkyl, cyano, nitro, amino Ahydrazi do, alkylthio, alkenyl, 
alkynyl or R^j , and optionally substituted in the position 
alpha to the X-X group (i.e. 6 portion for a six membered 
aromatic ring etc) by amino, hydrox\, halo, alkyl , carboxy, 
alkoxycarbonyl , cyano, amido, aminoaPkyl, alkoxy or alkylthio 
with the proviso that R 2 cannot be amiVoisoquinolyl ; 

each X independently is a C, N, O our S atom or a CO, 
CR la , C(R^ a ) 2 or NR la group, at least ond X being C, CO, CR^ a 

or C(R la ) 2 ; \ 

each R]_ a independently represents hydrogen or hydroxyl , 
alkoxy, alkyl, aminoalkyl, hydroxyalkyl alkoWalkyl, 
alkoxycarbonyl , alkylaminocarbonyl , al koxycarBony 1 amino , 
acyloxymethoxycarbonyl or alkylamino optionallA substituted by 
hydroxy, alkylamino, alkoxy, oxo, aryl or cyclosolkyl; 

Rl is as defined for Ri a , provided that R^ not 
unsubstituted aminoalkyl; \ 

Y (the a-atom) is a nitrogen atom or a CR^ g^oup; 

Cy is a saturated or unsaturated, mono or poly ^cyclic, 
homo or heterocyclic group, optionally substituted by\groups 
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^3a or R 3i x i; 

each R3 a independently is Ri c , amino, halo, cyano, nitro, 
)1 , alkylthio, alkylsulphonyl , alkylsulphenyl , triazolyl, 
imidazolyl, tetrazolyl, hydrazido, alkylimidazolyl , thiazolyl, 
5 alkyl thiazolyl , alkyloxazolyl , oxazolyl, alkylsulphonamido , 
alkylarAnosulphonyl , aminosulphonyl , haloalkoxy, haloalkyl, a 
group ofNthe formula -C (X 3 ) N (R 11 ) R 12 (wherein X 3 is O or S; 
and R 11 ancl R 12 are independently selected from hydrogen, 
methyl or etthyl or together with the nitrogen atom to which 
10 they are attached form a pyrrolidin- 1 -yl , piperidin- 1 -yl or 
morpholino group) , or -OCH2O- which is bonded to two adjacent 
ring atoms in ( 

Xi is a bondXO, NH or CH 2 ; 

R3-L is phenyl ,\pyridyl or pyrimidinyl optionally 
15 substituted by R3 a ; 

R lb' R lc an< ^ R lj V re as defined for Ri a ; and 
-L-Lp(D) n is of th\ formula: 




/ \ 

■N N R r 



in which R r is -(CH 2 ) C -R C , _CI ^e R f' -CH 2 -CHR e Rf, 
-CH 2 -CH 2 -CHR e Rf , or R g in which\c is 1 or 2 ; R c is thienyl , 
thiazolyl (which may bear an amine* subst ituent ) , isothiazolyl , 
oxazolyl, isoxazolyl, pyrazolyl, Widazolyl, pyridyl (which 
may bear an alkylsulphonyl, aminosiilphonyl , 



amino, amido, (1- 
chloro, fluoro, 

ethoxy, nitro, 
tetrazolyl 
razinyl or phenyl 



tt:hoxy 



alkylaminosulphonyl , alkylaminocarboi 
25 4C) alkoxycarbonyl , carboxy, acetylami? 
cyano, (1-3C) alkyl, trif luoromethyl , m€ 
hydroxy, alkyl sulphonyl amino, triazolyl 
substituent) , pyrimidinyl, pyridazinyl, 

(which may bear a methyl, methylamino, dimethyl amino , carboxy, 
3 0 dialkylaminosulphonyl , alkylsulphonyl , aminosulphonyl , 
alkylaminosulphonyl , alkylaminocarbonyl , amino , amido , 
alkoxycarbonyl, acetylamino, chloro, fluoro, cyano, methoxy, 
ethoxy, nitro, hydroxy, alkylsulphonylamino , trVazolyl or 
tetrazolyl substituent) ; each of R e and Rf independently is 
35 hydrogen or Ci_3alkyl; or CHR e Rf is cyclopentyl (\hich may 
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beaA a hydroxy, amino, (1-3C) alkoxy , ( 1 -3C) hydroxy alky 1 , (1- 
3C)alVyl, carboxy, methoxycarbonyl or ethoxycarbonyl 
substi\uent at the 3- or 4 -position) , cyclohexyl (which may 
bear a l^ydroxy, amino, (1-3C) alkoxy, (1-3C) hydroxyalkyl , (1- 
3C) alkyl Acarboxy , methoxycarbonyl or ethoxycarbonyl 
substituenlAat the 3- or 4-position) , tetrahydropyran-4 -yl , 
tetrahydroth\ppyran-4 -yl , pyrrolidin-3 -yl (which may bear a 
hydroxy, aminos. (1-3C) alkoxy , (1-3C) hydroxyalkyl , (1-3C) alkyl, 
carboxy, methoxycarbonyl or ethoxycarbonyl substituent at the 
1-position) , pipeVidin-4 -yl (which may bear a hydroxy, amino, 
(1-3C) alkoxy, ( 1-3O0 hydroxyalkyl , (1-3C) alkyl , carboxy, 
methoxycarbonyl or e\hoxycarbonyl substituent at the 1- 
position) , or indan-2-^yl; and Rg is 2 -methylsulphonylphenyl 

is X 6 -l,l- 



which may bear a 4-fluo^o substituent or Rg 
15 dioxobenzo [b] thiophen-7-y 

or a physiologically-Kol 
provided that Lp|D)ji__is 



not\ 



erable salt thereof; 
of the formula (K) : 



-N N 



-x, 



(K) 



wherein X2 is fluoro or hydrogen. 



J 



2 . (amended) \ compound according to claum 1 
wherein 

25 Cy is a saturated or unsaturated, mono or poly cyclic, 

homo or heterocyclic Voup, optionally substituted by groups 
R3 a or phenyl opt ionally^subst ituted by R3 a ; 

each R3 a indepeffie^^^^^Sr^g^r: , amino, halo, cyano, nitro, 
thiol, alkylthio, alkyrmAphomrfrr alkyl sulphenyl , triazolyl, 

3 0 imidazolyl, tetrazolyl, hydra zidcS, alkyl imidazolyl, 
thiazolyl, alkyl thiazolyl, alkyl o^azolyl, oxazolyl, 
alkyl sulphonamido, alkylaminosulphony!ty aminosulphonyl , 
haloalkoxy and haloalkyl; and 

-L-Lp(D) n is of the formula: 
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-CHR e Rf, -CH2 -CHR e Rf , or Rg in 



in which R r is X{CH2 ) c - R c , 
which c is 1 or 2 ;N^c ^ s pyridyl or phenyl (which phenyl may 
bear a fluoro, chloroXmethyl , CONH2 , SO2NH2 , 
methylaminosulphonyl , difnethylaminosulphonyl , methoxy or 
methyl sulphonyl substituentX; each of R e and Rf independently 
is hydrogen or C^^alkyl; .or CNR e Rf is cyclopentyl (which may 
bear a methyl, ethyl or hy^^^^g^iiyl substituent at the 3- or 
4 -position), cyclohexyl (which ma^^^^a methyl, ethyl or 
hydroxymethyl , (l-3C)alkyl, carb^w, ^^ain^xvcarbonyl or 
ethoxycarbonyl substituent at the Kor 4y-position) , 
tetrahydropyran-4 -yl , tetrahydrothiopyran-4\yl , pyrrol idin- 3 - 
yl (which may bear a 1-methyl substituent), p3speridin-4 -yl 
(which may bear a 1-methyl substituent), or indati-2 -yl ; and Rg 
is 2 -methylsulphonylphenyl which may bear a 4-fluo^ 
substituent or Rg is 1 , 1 -dioxobenzo [b] thiophen- 7 • 



3 . A compound ac 
the formula: 



ng to claim 1 wherein -L-Lp(D) n is of 




in which R r is - (CH2 ) C -R<^in Miich c is 2; R c is 
thienyl, thiazolyl (which may be&^n^amino substituent), 
isothiazolyl , oxazolyl , isoxazolyl / s ^^a^ol % yl , imidazolyl , 
pyridyl (which may bear an amino, >^th(^yt2^B^i^l , carboxy, 
fluoro, cyano, methyl, methyl sulphonyK^^W^^ / 
methylaminosulf onyl , dimethylaminosulf onyl , or\trif luoromethyl 
substituent), pyrimidinyl, pyridazinyl, pyrazinyi or phenyl 
(which phenyl may bear a fluoro, chloro, cyano, methyl, amino, 
methyl sulphonyl , aminosulphonyl , methylaminosulphon} 
dimethylaminosulphonyl , methylamino, dimethylamino , c^qrboxy, 
methoxycarbonyl or methoxy substituent) 
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4. (amended) A qpmpound according to claim 3 wherein Rc is 
thiazolyl (whichVnay bear an amino substituent) , pyrimidinyl, 
pyrazolyl, imida^plyl, pyridyl (which may bear a 

methyl sulphonyl , aminosulphonyl , methylaminosulf onyl , 
5 dimethylaminosulf onyiy, fluoro, cyano, methyl or 

trif luoromethyl substituent), pyridazinyl, pyrazinyl or phenyl 
(which phenyl may bear fluoro, chloro, cyano, methyl, amino, 
methyl amino, dimethyl amirvp, carboxy, methoxycarbonyl , 
methyl sulphonyl , aminosulphonyl , methylaminosulf onyl , 
10 dimethylaminosulf onyl , or mtethoxy substituent). 
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5. (amended) A compound according to claim 4 wherein Rc is 
thiazolyl (which may bear an amino substituent), pyrazolyl, 
imidazolyl, pyridyl (which may bfear a fluoro, cyano, methyl or 

15 trif luoromethyl substituent), pyrn\dazinyl or pyrazinyl. 



6. (amended) A compound acccKrd^ 
thiazol-2-yl , 2 -aminothiazol -4\yJ 
pyridazin-3 -yl , imidazol - 1 -yl , if 



to\claim 5 wherein Rc is 

^axpl - 1 -yl , pyrazol -4 -yl , 
l a &JV^4 VI / py r a zin-2-yl, 



my 



20 pyrid-2-yl, pyrid-3-yl, pyrid-4-yl iX^^^^^Y 1 *^^" 4 "Y 1 ' 2 

cyanopyrid-4 -yl , 2 -methylpyrid-4 -yl or 2 -^rif luoromethylpyrid- 
6-yl . 



7. (amended) A compound according to claim l\wherein L is CO 
25 and -Lp(D) n is of the formula: 




H. 1 



N- 



\ 



/ 



N — R 0 



% 
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wherein; 

m represents 0 or 1 ; 
X° represents CH or N; an 
when R3 is present . a suJ: 
it is selected from hydrib^n>vai; 
alkylaminosulphonyl , alk; 
alkoxycarbonyl , acetylamino^ 
15 ethoxy, nitro, hydroxy, alkyls 



stituent on an aromatic ring, 
'1 sulphonyl , aminosulphony 1 , 
jonyl , amino, amido, 

^fluoro, cyano, methoxy, 
p_no, triazolyl and 



tetrazolyl; and 

when R3 is present as a substituent on a saturated ring, 
it is selected from hydrogen, hydroxy, aVino, (1-3C) alkoxy, 
(1-3C) hydroxyalkyl , (1-3C) alkyl , carboxy , \methoxycarbonyl and 
2 0 ethoxycarbonyl . 



8. A compound according to claim 7 wherein Y-Lp (D) n is of the 
formula: \ 
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wherein R± is hydrogen or (l-6C)alkyl 
O 5 / 



9. (amended) A comp<3und according to claim 1 wherein R2 is 
phenyl, thien-2-yl, rmphthyl , indol-2-yl, indol-6-yl, 
benzo [b] furan-5-yl , benzo [b] thiophen-2 -yl or benzimidazol - 2 -yl 
(each of which is optio\ally substituted as defined in claim 
10 1) . 



Q 
?« 

T 
P 



10. ( ame nde d ) Ac oir^Ts; ; n"c 
substituents for R2 aire" 



ic\ording to claim 9 wherein optional 
:ed from: 



fluoro, chloro, bromo, Moc 
15 trif luoromethoxy , hydra z£Hq,\ me 

trif luoromethyl , methyl thio/ s Se£'iV X s 
carboxy, acetoxy, hydroxy, math} 
aminomethyl, methoxy and ethoxy. 



thiol , dif luoromethoxy , 
(drazido, amino, cyano, 
^ephynyl , acetylamino , 
ethyl, amido (CONH 2 ), 



20 11. (amended) A compound according ta> claim 1 wherein R 2 is 
selected from one of the formula (A')\to (H ' ) : 
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wherein X 4 is O or S, 
fluoro, [except for (C')] ch]fo5 
from hydrogen, methyl, ethyl, 
5 R15 is selected from hydrogen, 
amino . 



elected from hydrogen, 
Br^methyl and R14 is selected 
loro, and methoxy and 
chloro and 



12. (amended) A compound according to cl^im 11, wherein R2 is 
4 -chlorophenyl , 4 -methoxyphenyl , 3 -amino-4-chlorophenyl , 

10 indol-2-yl, 5 -chloroindol -2 -yl , indol-6-yl\ 3-chloroindol-6-yl 
or 3 -methylindol-6-yl . 

13. (amended) A compound according to claim l\wherein -X-X- is 
-CONH- . 

15 
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14 . (fended) A compound according to any one of claims 1 to 
13, 15 toSj6 and 19 to 22 wherein Y is CH. 



15. (amended)\A compound according to claim 1 wherein Cy is 
5 an optionally r\ substituted: phenyl, pyridyl, thienyl, 
thiazolyl, naphthyX- piperidinyl, f uranyl , pyrrolyl , 
isoxazolyl, isothiazcxlyl , pyrazolyl, oxazolyl, imidazolyl, 
1,2, 4 - thiadiazolyl , 1 , 3\4 - thiadiazolyl , pyrimidinyl , 
pyridazinyl , quinolyi^^^>q^nolyl , benzof uryl , benzothienyl 
10 or cycloalkyl group, W a^^^^group substituted by R3iXj in 
which X-l is a bond, O, N^ : ^^X_Cpo^ R31 is phenyl, pyridyl or 
pyrimidyl optionally subst ituted Noy R-3 a . 



o 

w 



16. (amended) A compound according to\claim 2 wherein Cy is an 
15 optionally R3 a substituted: phenyl, pyr\dyl , thienyl, 

thiazolyl, naphthyl , piperidinyl or cycloalkyl group. 



"5" 



o 
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17. (cancelled on national phase entry) 



1 20 18. (cancelled on national phase entry) 



m 
m 



19. (amended) A corcnpound according to claim 15 wherein R3 a is 
selected from hydrogen, hydroxyl , methoxy, ethoxy, methyl, 
ethyl , methylaminometlWl , dimethylaminomethyl , hydroxymethyl , 

2 5 carboxy , methoxymethyl , Vethoxycarbonyl , ethoxycarbonyl , 

methylaminocarbonyl , dimeohylamino-carbonyl , aminomethyl , 
CONH2 , CH2CONH2, acetylamin^, methoxycarbonylamino, 
ethoxycarbonylamino , t -l^toxy&arbonyl amino , amino , f luoro , 
chloro, bromo, cyano, ni^*©,, t>mol , methylthio, 

3 0 methyl sulphonyl , ethyl su^^hoh^^>!^ethylsulphenyl , 

methylsulphonylamido, ethy^^ton^ , 

methylaminosulphonyl , ethyla^d^ipsur^hoWy , aminosulphonyl , 
trif luoromethoxy , trif luoromethyl , bromo, -OCH2O- (which is 
bonded to two adjacent ring atoms in Cy\ and -C (X 3 ) N (R 11 ) R 12 
35 (wherein X 3 is O or S and R 11 and R 12 are\independently 

selected from hydrogen, methyl or ethyl orVogether with the 
nitrogen atom to which they are attached f orny a pyrrolidin-1- 
yl, piperidin-l-yl or morpholino group). 
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20. (Amended) A compound according to claim 16 wherein R 3a is 
selected\f rom hydrogen, hydroxy 1 , methoxy, ethoxy, methyl, 
ethyl , metfwlaminomethyl , dimethylaminomethyl , hydroxymethyl , 
carboxy , metnoxymethyl , methoxycarbonyl , ethoxycarbonyl , 
methylaminocarnonyl , dimethylamino-carbonyl , aminomethyl , 
CONH2 , CH2CONH2, Tacetylamino, methoxycarbonylamino , 
ethoxycarbonylaminoV t-butoxycarbonylamino, amino, fluoro, 



chloro, cyano 
ethyl sulphony 
ethyl sulphonyl a 
ethyl aminosulphon 
trif luoromethyl . 




ido"; 



thiol , methylthio, methyl sulphonyl , 
enyl , methylsulphonylamido , 
inosulphonyl , 
a^i fr^Ul prifcny 1 , trif luoromethoxy and 



21. (amended) A compound according to claim 1 wherein Cy is 
selected from: \ 
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\>2 



X" 




:// 



N 



win 

Ax" 



a 



N-N 



\\ 
N- 




N 



63 



FU 



N 






or 



wherein : 

X' is selected from O, S and 

X' ' 
x . „ 

Y 1 



fe; 



is selected from 0 and S; 
is selected from 0, S, NH a 
is selected from hydro 
R Q is selected from hydrogen, 
trif luoromethyl , methoxy, methyl 
10 methyl sulphonyl ; 

R m is selected from hydrogen, 
trif luoromethyl , methoxy, methyl thio, 
methyl sulphonyl , carboxy, methoxycarbonyJ/ and 
formula -C (X 3 ) N (R 11 ) R 12 (wherein X 3 is O or S a : 
15 are independently selected from hydrogen, methyl 



NMe ; 

ami\o and methyl ; 

fluoro, chloro, 
ylsulphinyl and 

ro, chloro, 
inyl , 
group of the 
R 11 and R 12 
r ethyl or 



together with the nitrogen atom to which they are Attached 
form a pyrrolidin- 1 -yl , piperidin- 1 -yl or morpholin^ group); 
Rp is selected from hydrogen and fluoro; or 



R Q and R] 



m or R m and R p form an ~OCH 2 0- group; or 



2 0 R Q and R m together with the ring to which they are att< 



:hed 
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form a ^ or 6 membered aryl or heteroaryl ring (wherein the 
heteroar^ ring contains 1 or 2 heteroatoms selected from 
nitrogen, Wygen and sulfur) ; 

one of\R 0 i and R Q 2 is hydrogen and the other is R Q ; 



22 . (amended) ^A compound according to claim 1 wherein Cy is 
selected from phenyl, 2 -chlorophenyl , 2 -methoxyphenyl , 
4-carbamoylpheny\, pyrid-2-yl, pyrid-4-yl, thien-2-yl, thien- 
3-yl, furan-2-yl, \furan-3-yl, imidazol -2 -yl , thiazol -2 -yl , 
10 thiazol -4 -yl , thiazbl-5-yl and quinolin-4 -yl . 



23. (amended) A compound of the formula: 



□ 
p 

Q 

N- 
OS 
N 

O 

ry 



15 



Cy- 




wherein Cy, R2 and R c are asVdefined in claim 1 
24. (amended) A compound of the^ formula: 

Cy. JJ~N NH N-CH, 
NHCOFL 



20 



25 



30 



wherein Cy and R2 are as definted 



Lim 1 . 



25. (amended) A compound as claimecN^i , p^§i*Q 14, in which the 
alpha atom in Y is carbon and has thej conformation that would 
result from construction from a D-oc-aminoa&id 
NH2-CRi£> (Cy) -C00H where the NH2 repre sents p^rt of X-X. 

26. A compound as claimed in Claim 1, which dNp selected from: 
1- (Indole-6-carbonyl-D-phenylglycinyl) -4- [2- (4 -^pyridinyl ) 
ethyl] piperazine ; 

1- (3 -Chloroindole-6-carbonyl-D-phenylglycinyl ) 
4- [2- (4-pyridinyl) ethyl] piperazine; 
1- (4-Methoxybenzoyl-D-phenylglycinyl) -4- ( 1 -methylpiVeridin-4 - 
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yl ) piterazine ; 

1- (IndoJ>e-6-carbonyl-D-phenylglycinyl) -4- ( 1 -methylpiperidin-4 • 
yl ) piperaz! 

1- (4 -Methoxy&^nzoyl -D- (2 -chlorophenyl ) glycinyl ) -4- ( 1 -methyl - 
5 piperidin-4 -yl) piperazine ; 

1- (Indoler&x^arhonyi-D- (2 -chlorophenyl ) glycinyl ) -4- (1 -methyl - 
p i p e r i d i n - 4^ y l^JvpipS^Sfe^^; and 

1- (4-Methoxybb«^c^l-l>*v(!^ -4- (1- 

m e t hy 1 p i p e r i d i n - 4^ylJLpip eT 
10 and physiologically- tolerably salts thereof. 



to 



27. (amended) A pharmaceutical exposition, which comprises a 
compound as claimed in Claim 1 together with at least one 
pharmaceutically acceptable carrier V excipient . 



15 



28. (cancelled on national phase entry) 
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29. (cancelled on national phase entry) 

2 0 30. A method of trek^rient of a human or non-human animal body 
to combat a thrombotisc^a^fer'deXy which comprises administering 
to said body an ef fect^N^jm^nt of a compound as claimed in 
claim 1. >^ 



25 31. (cancelled on national phase entry) 



/ 



32. (cancelled on national phase entry) 



a 7 



~7 



33. (amended) AS^ompound of the formula 

O 



30 




in which Cv is as defined in Claim 1, or a salt thereof 



34 . (new) 1- ( Indole- 6 -carbonf^D-phenylglycinyl ) -4- (1- 
methylpiperidin-4-yl) piperazine 7\pr a physiologically- 




Q^S tolerable salt thereof. 
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35. (new) A pharmaceutical composition, which comprises a 
compound as claimed in \!laim 34 together with at least one 
pharmaceutically acceptable carrier or excipient . 

36. (new) A method of treatment of a human or non-human animal 
body to combat a thrombotic disorder, which comprises 
administering to said body an effective amount of a compound 
as claimed in claim 34. A 
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